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PRIORITY APPLN. INFO. 
OTHER SOURCE (S) : 



MARPAT 143:367288 



US 2004-552971P 



N N 



^ R3 
N R2 




AB The title compds . I and II [Rl = alkyl, alkenyl, alkynyl, aryl, etc.; R2 = 
NR15R16, S(O)0-2R17, OR17 (wherein R15 = H, alkyl, cycloalkyl, etc.; R16 = 
alkyl, alkenyl, aryl, etc.; R17 = alkyl, alkenyl, aryl, etc.); R3 = aryl, 
heteroaryl, cycloalkyl, etc.; R4 = O, S, OR21 (R21 = H, alkyl, cycloalkyl, 
etc.); R5-R8 = cycloalkyl, aryl, heteroaryl, etc.], useful for the 
treatment of diabetes and related disorders (no specific biol. data 
given), were prepared Thus, reacting 7-chloro-5-methyl-l-phenyl-2- 
phenylamino-lH- [ 1 , 8 ] naphthyridin-4-one with morpholine in dioxane afforded 
92% 5-methyl-7- (morpholin-4-yl ) -l-phenyl-2-phenylamino-lH- 

[ 1 , 8 ] naphthyridin-4-one . The pharmaceutical compns. containing the compds. I 
alone or in combination with other therapeutic agents are disclosed. 
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2005:823553 CAPLUS 
143 : 199940 

Combination drug containing antihyperlipidemics and 
a-glucosidase inhibitors 

Kanazawa, Hashime; Ishitani, Kouki; Sudo, Katsuichi; 
Tanimori, Naoto 

Grelan Pharmaceutical Co., Ltd., Japan 

PCT Int. Appl., 33 pp. 
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R: AT, 


BE, 


CH, 


DE, 


DK, 


ES, 


FR, 


GB, 


GR, 


IT, 


LI, 


LU, 


NL, 


SE, 


MC, 


PT, 




IE, 


SI, 


LT, 


LV, 


FI, 


RO, 


MK, 


CY, 


AL, 


TR, 
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20071976 


02 




Al 




20070823 




US 2006- 


-588725 




20060808 



PRIORITY APPLN. INFO.: JP 2004-32329 A 20040209 

WO 2005-JP1801 W 20050208 

AB Disclosed is a drug which contains a combination of the active ingredients 
comprising at least one remedy for hyperlipemia selected from the group 
consisting of fibrate compds . ( f enof ibrate, bezafibrate, salts 
thereof, etc.) and HMG-CoA reductase inhibitors (statin compds. such as 
pravastatin, atorvastatin, salts thereof, etc.) with an 
a-glucosidase inhibitor ( voglibose, acarbose, etc.). The 
content of the a-glucosidase inhibitor may be from 0.001 to 50 parts 
by weight per 100 parts by weight of the remedy for hyperlipemia. Thus, it 
possible to provide a drug having excellent effects of preventing and/or 
treating metabolic syndrome, hyperlipemia, diabetes, diabetic 
complications, etc. with little side effect. For example, the effect of 
combination of fenofibrate and voglibose was examined in 
streptozotocin-induced diabetic rats. Also, a tablet containing 
fenofibrate 100, voglibose 0.2, lactose 69.2, fine 

crystalline cellulose 29.6, magnesium stearate 1 mg was formulated. 
REFERENCE COUNT: 12 THERE ARE 12 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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Preparation of diacylglycerol acyltransf erase (DGAT1) 
inhibitors as anorectics. 
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PCT Int. Appl., 90 pp. 
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Al 
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CN 


1913899 






A 




20070214 




CN 2005- 


-80003524 




20050128 


JP 


2007519605 




T 




20070719 




JP 2006- 


-524132 




20050128 


US 


2007027093 




Al 




200'/ 0 201 




US 2006- 


-495095 




20060728 


IN 


2006CN03150 




A 




20070608 




IN 2006- 


•CN3150 




20060830 



PRIORITY APPLN. INFO. 



OTHER SOURCE (S) : 



JP 2004-24812 A 20040130 

US 2004-598037P P 20040802 

WO 2005-JP1643 W 20050128 
CASREACT 143:211920; MARPAT 143:211920 




C02H 



AB Claimed are anorectics comprising as active ingredients compds . having 
DGAT inhibitory activity (DGAT1 inhibitory activity) or a prodrugs or a 
pharmaceutically acceptable salts thereof. Thus, title compound (I) 

(preparation 

given) at 10 mg/kg orally in rats gave a 30% reduction in food consumption 
after 8 h. 
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acid receptor for the treatment of dyslipidemia and 
related diseases 

Semple, Graeme; Gharbaoui, Tawfik; Shin, Young-Jun; 

Decaire, Marc; Averbuj, Claudia; Skinner, Philip J. 

Arena Pharmaceuticals, Inc., USA 

PCT Int. Appl., 130 pp. 

CODEN: PIXXD2 

Patent 

English 
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AU 2004- 
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. 2528834 






Al 
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CA 2004- 
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Al 
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776418 
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US 2007032537 
PRIORITY APPLN. INFO. 



OTHER SOURCE (S) : 



Al 20070208 US 2006-560332 
US 2003-478664P 
WO 2004-US18389 

MARPAT 142:219276 



20060908 
20030613 
20040610 



CO2R 2 



AB Title compds . [I; W, Y = (substituted) alkylene, alkenylene, alkynylene; X 
= NR3CO, NR3S02, NR3 , CO, CH(OH), C(NH), O, S, SO, S02, etc.; R3 , R4 = H, 
(substituted) alkyl, Ph, heteroaryl; Z = H, halo, (substituted) Ph, 
heteroaryl; Rl = H, OH, halo, alkyl, haloalkyl; R2 = H, alkyl; m, n = 0, 
1; with provisos], were prepared Thus, 5-methylthiomethyl-2H-pyrazole-3- 
carboxylic acid (preparation outlined) showed hRUP25 agonist activity with EC50 
= 4.3 m-M. 

REFERENCE COUNT: 18 THERE ARE 18 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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Compositions comprising balaglitazone and further 

antidiabetic compounds 

Wassermann, Karsten; Wulff, Erik Max 

Novo Nordisk A/S, Den. 

PCT Int. Appl., 23 pp. 
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AB Methods for the treatment of type 2 diabetes and related conditions 

comprising the administration of balaglitazone in combination with one or 
more other antidiabetic compound is provided together with combinations 
useful in said treatment. 
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AB Title compds. I [V = N, CH; W = S, O; m = 0-2; Rl, R2 = H, alkyl; X = NR4, 
etc.; R4 = H, alkyl; n = 0-4; p = 0, 1; L = CR2 0R21, etc.; R2 0 = H, alkyl, 



etc.; R21 = H, alkyl, etc.; R = C02R19, etc.; R19 = H, alkyl; B = aryl, 
heteroaryl; R3 = H, halo, etc.; Y = 0, etc.; s = 0, 1; A = (un) substituted 
alkylene with cycloalkyl; Z = cycloalkyl, etc.] were prepared For example, 
O-alkylation of 5-hydroxynicotinic acid Me ester with compound II [Q = CI], 
e.g., prepared from 4-bromoacetylbenzoic acid in 5 steps, followed by 
saponification 

afforded compound II [3-carboxypyridin-5-yloxy] in 44.1% overall yield. In 
PTP1B (protein tyrosine phosphatase IB) inhibition assays, the IC50 value 
of compound II [Q = 3-carboxypyridin-5-yloxy ] was 0.28 |uM. Compds . I are 
claimed useful for the treatment of obesity, diabetes, etc. Formulations 
are given. 
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AB Title compds. [I; Rl = alkyl, haloalkyl, cycloalkyl, alkenyl, alkynyl, 
benzyl, optionally substituted with >1 halo, OH, cyano, N02, 



haloalkyl, amino, aminoalkyl , aminodialkyl, alkyl, cycloalkyl, alkoxy, 
phenoxy, alkenyl, alkynyl, haloalkoxy, carboxy, carboalkoxy, 
alkylcarboxamido, arylcarboxamido, heteroarylcarboxamido, heterocyclic 
carboxamido , alkylthio, alkylsulf inyl, alkylsulf onyl , haloalkylthio, 
haloalkylsulf inyl, haloalklcylsulf onyl, alkylureyl, arylureyl; R2 = H, 
alkyl, haloalkyl, cycloalkyl, alkenyl, alkynyl, PhCH2, Ph, heteroaryl, 
optionally substituted with >1 halo, OH, cyano, nitro, haloalkyl, 
amino, aminoalkyl, aminodialkyl, alkyl, cycloalkyl, alkoxy, phenoxy, 
alkenyl, alkynyl, haloalkoxy, carboxy, carboalkoxy, alkylcarboxamido, 
arylcarboxamido, heteroarylcarboxamido, heterocyclic carboxamido, 
alkylthio, alkylsulf myl , alkylsulf onyl, haloalkylthio, haloalkylsulf inyl, 
haloalkylsulf onyl, alkylureyl or arylureyl groups; Ar = (substituted) 
pyridyl, pyrimidinyl, pyrazinyl, pyridazinyl ] , were prepared for the 
treatment of metabolic-related disorders, including dyslipidemia, 
atherosclerosis, coronary heart disease, insulin resistance, type 2 
diabetes, Syndrome-X and the like (no data) . Thus, nicotinyl chloride, 
2-methyl-5-propyl-2 , 4-dihydropyrazol-3-one, and Ca(0H)2 were heated at 
90° in dioxane for 2 h. to give ( 5-hydroxy-l-methyl-3-propyl-lH- 
pyrazol-4-yl ) pyridin-3-ylmethanone . I may be used in combination with 
other active agents such a-glucosidase inhibitors, aldose reductase 
inhibitors, biguanides, HMG-CoA reductase inhibitors, squalene synthesis 
inhibitors, fibrates, LDL catabolism enhancers, angiotensin converting 
enzyme inhibitors, and insulin secretion enhancers. 
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